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Patent Claims 


lA A compounds of the formula 


x . 

I it 


wherein Ra is nitro or cyaiyo. Rb is hydrogen or 
halogen. Re' is nitro. cyano or the group 
-(A) n -(Q) m -R i;L or -(A) n -Q-il 21 . A is vinylene 
optionally substituted by/lower alkyl, n is the 
integer O or 1 . ra is the /integer O or 1 , R 11 is the 
group -COR 31 , an aromatic carbocyclic group, or an 
aromatic or partially urisaturated heterocyclic group 
attached via a carbon a/tom. R 21 is an optionally 
substituted, saturated/or partially unsaturated lower 
hydrocarbon residue. R T 1 is hydroxy, amino, an 
optionally sub^itjuted, saturated or partially 
unsaturated lower /'nydyrocar bon residue attached via an 
oxygen atom /or an imino or lower alkylimino group or a 
saturated. N-conta iriing heterocyclic group attached 
via a ring nrttogW’atom. 0 is the group -CO- or 

>C=N-(Z) -R 4 . Z is/an oxygen atom or an imino 
p / 4 

group, p is the integer O or 1 and R is hydrogen or 

a saturated or partially unsaturated lower hydrocarbon 
residue which is /optionally substituted and which is 
optionally attached via a carbonyl group, whereby Ra 
is cyano when Re* is cyano or nitro and R has a 
significance different from hydroxy when m is the 
integer O. / 

or an ester or etner derivative thereof which is 
hydrolyzable under physiological conditions or a 
ypharmaceutically acceptable salt thereof . 

— / 

2 . A compound, according to <^a jiio yl . wherein Rb is 

situated in the p-position to Ra . 


Ill 



3 . 

ni tr o . 


A compound, according to claim 2. wherein Ra is 


4. A compound, according to claim 3. wherein Rb is 
hydrogen, chlorine or fluorine. 


A compound, according to claim 4, wherein Rb is 


hydrogen . 


/ 

, according to claii 


f 6. A compound, according to claim 5. wherein Re' is 

T° the group -CO-R 11 andr R 11 is an aromatic, mononuclear 
l carbocyclic group ox an aromatic, mononuclear heterocyclic 
1 group with nitrogen atoms as the hetero ring member(6) 

1 ^which is ^attached via a carbon atom. 

15 V / .11 

7. Av^ confpg und . according to c^a^ra^jS , wherein R 
is a phenyl jgroup optionally mono- or disubst ituted by 
halogen, tyif luororaethyl . cyano, hydroxy or lower alkyl or 
■sj a pyr idyl^/group . 

20 C / *¥&- 

js. ' A compound, according to c la ii y. 

3 , 4-Dihydroxy-5-nitrobenzophenone . 

jrr' A compound, according to c laim T . 

2'-Fluoro-3.4 -d i hydroxy- 5 -nit robenzophe none . 


10. A Compound, according to claim- 1, 

3 . 4 -Di hydro X^Ls-^ni trophenyl 4-pyridyl ketone. 

1 

11. A pharmacautical composition comprising a 

compound of the formula 


V'"V 

c 

(/ * Rb 



no 



ni trobenzophenone . 


30 


/o . 

$ A pharmaceutical composition, 

wherein the compound of formula la 
d"iThydr oxy- 5 -ni trobenzophenone . 


according to claim 
is 2'-fluoro-3.40 


14. A pharmateu^cal composition, according to ^.clai m_ 
11, wherein the/cQ^P° und op formula la is 3 , 4-dihydroxy-5- 
nitrophenyl 4 - p yx i d yil-^)c'et o n e . 


m 



Ill 


15 . A pharnacautical composition comprising L-dopa. 
peripheral decarboxylose inhibitor, a compound of the 
formula 

H <\ 

• 11 r~> 

v’" Rc 

HO V 


wherein Ra is nitro or cyano. r£ is hydrogen or halogen. 
Rc is halogen, nitro. cyano o 
-(A) n -(Q) m -R 1 or -(A) n -Q-R 2 . iL is vinylene 
optionally substituted by lower alkyl, n is the integer 
O or 1. m is the integer O o L 1. R 1 is the group 
-COR 3 , an aromatic carbocyc/ic group, or an aromatic 
or partially unsaturated heterocyclic group attached via 


a carbon atom. 


is hydrogen or an optionally 


R 


hydr 


Z is 


^partially unsaturated lower 
hydroxy, amino, an 
saturated or partially 
srbon residue attached via an 
or lower alkylimino group or a 
heterocyclic group attached via 
— i-6— the— gro up'- 20- or 
oxygen atom or an imino group. 

1 and R 4 is hydrogen or a 

saturated or partially unsaturated lower hydrocarbon 
residue which is Optionally substituted and which is 
optionally attached via a carbonyl group, 
or an ester or ethei/ derivative thereof which is 
hydrolyzable under /physiological conditions or a 
pharmaceutically acceptable salt thereof, 
therapeutically afnert carrier material. 


substituted, saturated or/ 
hydrocarbon residue, 
optionally substi 
unsaturated 1 
oxygen atom 
saturated. li^-conta 
a ring nitroge 
>C=N-(Z) p -R 4 . 
p is the integer O , 


and 


(( . A pharmaceutical composition, according to c-l-a-im^ 

wherein the compound of formula la is 3 . 4 -dihydroxy- 
Tiitr obenzophenone . 
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//, i,7< A pharmaceutical composition, according to claim 

wherein the compound of formula la is 2'-fluoro-3,40 
clihydroxy-5-nitrobenzophenone . 


18. A pharmaceutical composition, according to^claim 
f 15<- wherein the compound of formula la is /3 , 4-dihydroxy-5- 

ni tr ophenyl 4-pyridyl ketone. / 

19. A method of treating or preventing depression which 
10 comprises administering to a host requiring such treatment 

an effective amount of a compound of the formula 


wherein Ra is nitro or cyano, fib is hydrogen or halogen. 

Rc is halogen, nitro. cyano of the group 
1 2 / . 

-{A) n -(Q) m -R or -(A) n -Q-R . /A is vinylene 
optionally substituted by lower alkyl, n is the integer 
O or. 1. m is the integer O be 1. R is the group 
-COR 3 , an aromatic carbocyclic group, or an aromatic 
or partially unsaturated—heterocyclic group attached via 
a carbon atom. Rl^^hyd/oiien or an optionally 


substituted, saturated, oji 7 partially unsaturated lower 
hydrocarbon/residue , R / is hydroxy, amino, an 
optionall/ substituted/ saturated or partially 
unsaturat^d lower hyd roc a rboji— residue attached via an 
oxygen a t o mErr— a-n^-tm-pTo^r lower alkylimino group or a 
saturated. N-containing heterocyclic group attached via 

a ring nitrogen atom. Q is the group -CO- or 

4 / • - 

>C=N- ( Z ) p-R . Z is' an oxygen atom or an imino group. 

p is the integer /O or 1 and is hydrogen or a 

saturated or pa/tially unsaturated lower hydrocarbon 

residue which i/s optionally substituted and which is 

optionally attached via a carbonyl group. 

or an ester or echer derivative thereof which is 


in 


1X3 


hydrolyzable under physiological conditions or a 
pharmaceutically acceptable salt thereof. 


20. A method of treating or preventing depression, 
according to claim 19. wherein the compound of formula la is 
3 , 4-dihydroxy-5-nitrobenzophenone . 


21. A method of treating or preventing depression, 
'according to cl^im__19^, wherein the /compound of formula la is 

10 2 * — fluoro-3, 4 -dihydroxy— 5— nitr obenzophenone . 

22. A method of treating or /preventing depression, 
according to claim 19. wherein the compound of formula la is 
3 . 4 -dihydroxy-T^nTtrophenyl 4-pyridyl ketone. 

15 / 

23. A method of treating ^parkinsonism which comprises 
administering to a host requiting such treatment an 
effective amount of a pharmaceutical composition comprising 
L-dopa. a peripheral decarbo/xylase inhibitor, a compound of 

20 the formula / 




uhprp iV Ra is n i -t-Eto— o f~~c va no . Rb is hydrogen or halogen, 
Rc is halogen, ni/tro. cyano or the group 
-(A) n -(Q) m -R 1 or/-(A) n -Q-R 2 . A is vinylene 
optionally substituted by lower alkyl, n is the integer 
O or- 1. m is the integer O or 1. R is the group 
-COR 3 , an aromatic carbocyclic group, or an aromatic 
or partially unsaturated heterocyclic group attached via 
a carbon atom. R 2 is hydrogen or an optionally 
substituted/ saturated or partially unsaturated lower 
hydrocarbon/ residue. R 3 is hydroxy, amino, an 
optionally substituted, saturated or partially 

unsaturat/ed lower hydrocarbon residue attached via an 


oxygen atom or an iraino or lower alkyliraino group or a 
saturated, N-containing heterocyclic group attached via 
a ring nitrogen atom, Q is the group -CO- or 
>C=N-(Z) -R 4 . Z is an oxygen atom /or an imino group, 
p is the P integer O or 1 and R 4 is/ hydrogen or a 
saturated or partially unsaturattd lower hydrocarbon 
residue which is optionally substituted and which is 
optionally attached via a carboriyl group, 
an Mter or ether derivative thereof which is 


f which is 


or an ester or ether derivative cneteoi 
hydrolyzable under physiological conditions or a 
pharmaceutically acceptable salt thereof, and a 
therapeutically inert carrier material. 


24. A method of treating parkinsonism, according to 
15 claim 23, wherein the compound/ of formula la is 


3 .^T3-riTy3roxy-5- 


ii tr obenzophenone . 


25. A method of treatir/g parkinsonism, according to 
c la im__23-^ where in_tjie — compound of formula la is 

2 • - fluoro-3,4/dihydcoxy)5/-nitrobenzophenone . 

26. /A method of treating parkinsonism, according to 
cla im 23 . y wherein the compound of formula la is 

3 , 4 _ <3 i hyd roxy^5- — n-i-fe-r-ejph'eTL'yT 4-^py r i dy 1 ketone. 


27. A method of/treating Parkinson's disease which 
comprises administering to a host requiring such treatment 
an effective amount of a pharmaceutical composition 
comprising L-dopa/ a peripheral decarboxylase inhibitor, a 
compound of the formula 


35 
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wherein Ra is nitro or cyano 
Rc is halogen, nitro. cyano oj 
-(A) n -(Q) m -R 1 or -(A) n -Q-R 
optionally substituted by low 
O or 1, m is the integer O or 
-COR 3 , an aromatic carbocycli 


or partially unsaturated heterocyclic group attached via 


Rb is hydrogen or halogen, 
the group 
|A is vinylene 

;er alkyl, n is the integer 
1, R 1 is the group 
c group, or an aromatic 


or an optionally 
tially unsaturated lower 


a carbon atom. R is hydrogen 
substituted, saturated or par 

hydrocarbon residue, R is hydroxy, amino, an 
optionally substituted, saturated or partially 
unsaturated lower hydrocarbon residue attached via an 
oxygen atom or an imino or lower alkyliraino group or a 
saturated. N-containing heterocyclic group attached via 
a ring nitrogen atom, Q is /the group -CO- or 

>C=N- ( Z ) -R 4 . Z is an oxygen atom or an imino group, 
p . - /- -4 


p is the integer O or 1 anfd R“* is hydrogen or a 
saturated or partially unsaturated lower hydrocarbon 
residue whicji^s^optTo^I ly substituted and which is 
optionally/attached vii /a carbonyl group, 
or an ester /r ether derivative thereof which is 
hydrolyzable und-e-r— pliy-s-to^re/g-irea^ a conditions or a 
pharmaceutically acceptable salt thereof, and a 
therapeutically inert carrier material. 


28. A method of treating Parkinson's disease, according 
to cla im 27. wherein the compound of formula la is 
3 . 4 -di hydroxy- 5- nitrobenzophenone . 


29. A method of treating Parkinson's disease, according 
to c laim 27 . wherein /the compound of formula la is 
2 1 -f luoro-3, 4-dihydrraxy-5- ni t r obenzophenone . 



116 



30. A method 
to claim 2 7, wl 
3 . 4 -dThyd coxyJ 




treating Parkinson's disease, 
the compound of formula la is 
.yl 4-pyridyl ketone. 
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